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Abstract 



NEW MATERIALA compound expressed by formula I [R is halogen; R<1> is alkyl, cycloalkyl, phenyl or 
thienyl; R<2> is H or alkyl; Q is N or NH; X is CH, N, CF or CCI; Y is H, amino, etc., m is 3-7; n is 0, 1 or 2, 
provided that n is 0 when Q is N]. EXAMPLES -Cyclopropyl-6, 8-difluoro-1, 4-dihydro-7- ( 3-hydroxyamino-1- 
pyrrolidi nyl)-4-oxo-3-quinolinecarboxylic acid. USE:An antimicrobial agent. PREPARATIONS compound 
expressed by formula II (L is leaving group) is reacted with a compound expressed by formula III (Y<1> is H, 
protected amino or substituent group) to afford the aimed compound expressed by formula I. 



Data supplied from the esp@cenet database - 12 



http ://minesoft5 .minesoft.net/pdf/html/JP 1 1 00 1 65 .htm 



BEST AVAILABLE COPY 



3/19/2007 



I 



© & dp ffi n a 



®a*@^rfiT(jp) 
®&W4*tt (a) ¥1 - 100165 



©Int. CI. 



C 
A 



07 D 
61 K 



C 07 D 



401/04 
31/435 
31/47 
215/56 
409/14 
471/04 



2 0 7 
ADZ 
ADZ 

2 0 7 
1 1 4 



6761- 4C 



@£§l 1^(1989) 4J!l8B 



8413-4C 
6529- 4C 

A-8829-4C SSElf* *Sf# H§J3<7)f![ 2 (iul) 



SI A 
©ft 31 A 



IS PS62- 258859 

m 0362(1987)10^ 13B 



&m± mm m- 



zmmwrnmrn-bmi -344 

±EH^Kf^mEIW 3 T g 12#^ 



mam 

* * •> a * fc li t (•'□♦•>T 5 v 81 * # Jft 

( i >-•* 

K l 0-Q(C 8j , n ^^YY OOH 

Y R ( I ) 

( * * , R-ttAD^y, R 1 li 7 * * ^ , •> ? o 7 

14 - NH-i X li C H , N, CFifcttCC U 

& > ml±3~7^tt8U n l± 0 , 1 * fc tt 2 * 
rtfflSbt, fcT^U, Q^-N-OiS, nil 

o r *> * . ) 



li, 1$Wl849-i» 2 4 0 , 57-4698 
6, 60-228479, 60-64979, 6 

i - 2 2 5 i 8 ift^aasefcofli^&tffcifc 
n-c v» 4 . 



-427- 



*£E it 



R*0-Q(CH,> n ^ 
(CHj^mN' 




OOH 



( I ) 



H R'{U*4fcltT/u + JK Q tt - N - * fc 
tt-NH-* £ttCH» N % CFIfcttCCI, 
Y l± * > «»?nftU^r 

n*n3E*> + . fc«U Q#-N-«>fct» Bli 

o -c h * . ) 



. »DIT 1-100165 (2) 

d y > 4 t X tt , 7yjg, 8J 5S , & 3 ? 
;u v Yv^at'/u, >^f-/u, t - ^ ju , Kyf 

"Cl± % •> ^ a ^ n A, » 5/ A* » V^aK 

v t ^ , •> ? o *\ # v /u , *s o n -f ? a* tt z <r> 

n * •> , /n d y V t T A- * A, „ T A- 3 * v JSC if # 

kv, 7 a ,* # > „ h * v/ * t' <r> c , - c » r 
a- ^ * •> # {a** * n a . Ltii, flju* 

* v y * •> * <?) m r * j « SI i£ «c & if h ft 
£ . 312 tt £ £ t T l± , /n n y v , h > a, * * •> # 



0 

o'l (I) 



R*0-Q(CH» > n ^ 



(CH,JmjJH 



( H) 



R 2 0-Q(CH a ) n ^ 
(CH,)m 




( I ) 



C * + , Q, R, R\ X, Y 



-428- 



?$R3¥ 1-100165 (3) 



J. (I) 



3K 1 Ii 



R l 

R 2 0-Q(CH 3 ) n ^ 
(CR, )m NH 



R J 0-Q(CH a ) n ^ 



% 2 18 



R 2 0-Q(CH a ) n 
(CH 



( E) 




OOH 



R» (la) 



lb) 



£ t* . * » t a» 3 ~ a» » r * h s MJ * * >' / 

f a, * a- * * v K C DMSO > r A* * A- u 

T i K(DMF)#0i«tt*t«JfitS:iA<T 
S*.EltfiJfcl±* 15- 2 0 0 'C, j?H<li 
, 8 0 - 1 2 0 # Ct>SvMi}|jaiO^^SIi:UlR 

■c <, J: w> . 

sm 

AC I a ) Y 1 ^fiHitlfwTWt^i 
B fcj<t<&*& C I b)Ci|< :t^t* 5, b 



* - r * => - ju g&tt* * -s*»iSfcfc z<r> 



,M — > x ,XpC 

X 8 x* 
MgCH^COOEt), Fv^S^ 008 ^ 0 ^ 6 ^ 

> 

X 2 

H a 0. TsOH ^ F^s^COCHjCOOEt 
CH(OEt), .Ac,0 F V' P V^V X:< 



OOEt 



H ! HH 2 Fv^S^A^OOEt 



-429- 



NsH 



HCl/H a O F 




:ooh 
( fl ) 



(#gi}iB6 i -2 2 s 2&«£j?a) 

C £ + * x \ x s iHa^n^Dy>«:a^t, 

R 1 ti $1 2d £ W*«t'*t6. ) 

*lfei9lft#&C I )liSPifct±#fia 



JIBBT1-1001B5 (4) 
?Lft*$, SAffl* ttffiffl, -eoftftoaiffls&sgfcifc 

1-5 0 0 rag. £fc fi* O « 0 . 1 - 3 0 0 mg# 3 

CHtCl.s tfcft > f" W > .EtOH: * * -/ - /U . HBr:& 
ft **.Eti a?- *.AcOH:ftNt.lfeO; / h * ■> . Ts : 
p-r-^JC> *->U;fc.=./U,Ac:7-fe^^. Cbz : > *J 



1 - q^n - 6. 8 - ? /7^to - 1. 

4 - •>* t: F' a - 7 - ( 3 - b ^nt f /T W - 1 

ju * > H ( i » - i ) 



o 




r t h - h H 1 5 al* <b ft 5 & « K , 1.8 
-•>'71f t:->^D[5,4,0]^Vf-bV - 1(D 
B U > 7 7 6 ng£ An it , 5#&9ai*Ex ffllltS. 

-;u, ^no*^AT®ft}ft^tn{i:»A2 2 5 
- 2 2 7*C(£»,6)<0BWfe(I a - 1)1 2 2o* 
Hi. 

5cJ&#tff «(%):C.,H,tN.O t F, • 0.3H.O 

tlx 

SSfcffi « CSS. 07: H.4.79: N, 11. 33: F.10.25 
MVl<& : C.54.87; H. 4. 78; N. 11. 70; F.9.85 
IR(Nujol) : 1375, 1470. 1610 cm" 1 



1 -.>^nyntr/U - 6,7,8 - 7 /U * o 

* jjC v fit ( I - 1 ) 4 0 1 rag, 3 - t K a * •> T 
i/eoiji/'V. 2HCI(I-l)446 og» 

— 430 — 



-(3-M»V7^-l-eo'J^Jl>)-* 



T A 



+ 



o 1 



( 1 -i) 



DBU ' 



N-OMe 
2 • HC1 
( III -2) 



CR 



1 - •> ? n -f at*A»-6.7.8-h'j7/U*D 

»/u*vK(I-l) 2 5 0 >g l 3-> h + i 
y fcf o y ♦>* V • 2 HC1< 1 - 2 ) 3 6 0 mg<^ T -fe h - 
FUS nlfcifc K DBU0.7 2BltJliL, IB* 



»BB¥ 1-100165 (5) 

raiflti, «JE*»L, #fc*r*4CJ8*L, fit 
« £ -c 4> *d i* * . & v> -c , ttfc/*uv-ctt« 

v/*^/-*X9lftt*LT» » ,A 1 8 4 - 1 
8 r'COSftjJlC I a-2 ) 0.1 3 1 gfcff 
4 . 

IR (Nujol):3260. 1732. 1632. 1600 coT ' . 
S ffiW 3 

1 -C/^oyp H* >H - 6.8 ~ *✓ 7 ;u * o - 7 
» >-) I - t » y - 3 - » / 'J v iii a> j( v B ( I a 



F A 



C00R 
(ffi-3) 



(1-1) 



(I a-3 ) 



1 -i/^o^oe*- 6.7.B - h "J 7 ^ t n 
- 1 . 4 - v t h* a - 4 - t ♦ y - 3 - * > 'J > 
* /u * > flfc ( I - 1)1.2 S ( 4 . 2 4 mM) £ & * T 
t h - h 'J/U3 0b1 4 H3-> M->7W/t 
/U o i; V • 2 • hi)7/UtoftSH2.2 8 
g ( 6 . 3 6 atf)&Cf D B U 3 nl* . « J* Jta iL -C . 
3 0 # &3 58 tfc + S . * # *SI T > » K 1 . 2 8 «1 * 

jftrlltB^ 1 5 8 - 1 6 0 *C«Ojt6fe<7)9 W4fe 

(I a-3)0.68gtffi. 

IR (Nujol) : 1720. 1620 cm" 

NMR (CF.COOH) (ppm> 

U.7 (bs. 1H). 8.59 (s. 1H). 7.83. 7.67 
(dd. 1H. J=2Hz. 15Hz). 4.2-3.5 (». 5H) 
3.55 (s. 3H). 3.02 (d. 2H. T=6Rz). 3.0- 
1.5 (m, 3H). 1.5- 1. 0 (m. 4H) 

C &T*6 ) 



ajl-V^pyptf^ - 6.8-v?7/U*p- 
7-(3-^>^JW:|-*>a;u;K-iu7 $ / - 4 

- / M f /7;/-i-^D') f ;-^)-4-t 

ty-3-»/i)V^^vB(l a - 4 ) 



H 



F V S? V^ U V C00H CH J°* N N >*-CbZ 

P'S'St it 2 . HC1 

F A H 

^ cn-4)(fttti*) 
< n-n ( m-sx m-4^fti») 

o 

H F^jfS^A^OOH 
rk7_u. IT it 

DBU 




CH,0-H 

( I a-4)< 

< I a-5>( I a-4(7>ft£(*) 



1 - >^o7'Ptr/U-6.7.8 - h IJ 7 A- 4* 0 
1 . 4 - >" t h*D-4-t*y-3-*y U V 



-431- 



AJUiKvKI - 1 ) 6 4 On. 3 - * V V * 

t>H,f-^r;/-4-> h ^ v r 5 y tr n 

ml* * S |S m *CDBU1.0 3 gt»it, 2 
B^fSJSmrs. Re*J:07t h^MJ)ut«E 

,ft t n tf a A 1 7 7 - 1 7 8 *C <7> S #J ( I a - 
4)1.1 Bctffft. 
%££tffS (X) i Ci iHt iHiOiFt i.l t 
SSfcffi ♦ C.59.08: H.4.96; N.10.60: F.7.19 
'MZkm • C.58.94: H.5.02; N.10.50; F.7.36 
I R (CHC1.) 1310, 1440. 1619, 1710 cm" 

7-(3-TS^-4-> h*»>T$y-i-g 
o^;aA>)-4-t»y-3-^ 'J V * JU # 
>B(lb-l) 



IJBfl^F 1-100165 (6) 



0 




( I a-4>< **£{*> 

( I a-5)( I a-i<7>&&&) 

0 




( I b-l>(J*£{*) 

( I b-2)( I b-l(7>|*tt<*) 



^Il»4(a ) Tf9fc<t^4&( I a - 4 ) 5 0 0 
mgK 1 9 %HBr/CH,COOH« 1 Omlfcjn*, 
3 0 6 . E£#J:>>#fi**:ffiS:f?:* 

A J: »3 # J$ & + *U* 1 7 6 - 1 7 9 *C <7> B ft 



<|(Ib-l)0.13ilft(li 

5c*#*rfifi (X) 1 C..H..H«O.F« - 1.-3R.0 

tit 

3»ffi s C.51.74: H.5.45; H.13.41: F. 9. 10 
: C.S1.65; H.S.25: N.13.38: F.8.94 
I R (CHC1.) 1460. 1620 ca-' 

a) Jfc^& C I a - 5 2 

1 -^o^D^-6,7,i- h 'J 7 ;U * * 
- 1,4-S?t Kn-4-t+y - 1-*^ 'i > 
a /u # v B* C I - 1 ) 0.5 9 i,-fc4»CI- 
5 ) 1 , 0 5 g > Tt iol!5ffi& £ 

DBU0.96g4Uilt, 2 B*JSaift-f * . * 
JKflMUUWCttAiafcJ: 1 )!*^! 5 7 - 1 5 
8 m C<r> @ ( I i-5.) 1.0 6 itHft. 

(X) ' C,.R,.H40.Fti: t t 
1^1 : C. 59. 08: H.4.96: N.10.60: F.7.19 
XSHfi : C.59.23: H.4.99: K.10.72; F. 7. 29 
I R (CHC1,) 1320. 1450. 1624. 1720 cm' 1 

b) ft%®(, I D - 2 ? 



$ffif«5(a)r^fcfl:^fe( I a - 5 } 5 0 0 

og$r^fflt, 4 ( b )* m c am* -rntf n 

A 218-220 # C*> @ Wfe C I b - 2 ) 0 . 1 1 
g * f * * . 

jcfctftffiS (X) : C..H..I.O.F. • 0.25H.O 

ilt 

3&fol : C. 54.20: H.S.18; H. 14. 05 : F. 9. 53 
Stlfcffi ! C.53.94? H.5.35; N.14.35: F. 9. 70 
I R (Kujol) 1455. 1605 en" 1 

SJLSLi. 

1 -v?aypf/l-8 - g □ o - 6 - y a* zt 
o - 7 - ( 3 - fc h' d f V 7 W - 1 - ^ p 'J *J 
- n, ) - 4 - * * V - 3 - * S V > D A, # >& 
< I » - 6 ) 



-432- 



H 



-OH 



ci ^ 

( n -2 ) o 



2 • HCl 

( nt -l > 



DBU 



sP 




CI 



A 



( I a-6) 



1 - '/^ o d tA, - 8 - ^ o,o- 6,7 - 

W 'J >*/u#v8( 1-2)49 Ong t 3-fc 

K p * *> T ? ^ n U > ■ 2HCl(U-i) 

4 3 0 og v 7 t h - MJ 2 0 ml* *> 

, DBU 7 4 9 n.g*jDiL, 1 ^ ISQ 3S tSK « HI I* * 

K * * ;ta *_ * '/^oiMvKtjAiflta. v 



?Snfl¥l-1001G5 (7) 

-^^^MUsSAi-ntfft^l 9 0- 1 92 'C(7)B 
NttCI i-8 ) 1 1 SNtffft* 
I R (Nujol) 1465. 1605 cm" 1 
%##$TfS (X) : C,rH,fN,04FCl • 0.3H.O 

tlx 

&&fl s C. 52.73: H.4.58; H.10.85; F. 4. 91 
•Kttfl • C.52.63: H.4.50: H. 10. 65; F. 5. 09 

1 ->?P7*Pb'/l-8-?P;U- 6 - 7 :f 

0 - 7 - ( 3 - / (>»->7^-l-en'J^ 

1 ) - 4 3 - * ^ 'J v^^^vtt 
{ I a - 7 ^ 



a A 

( H-2) 
DBU 



2 • HCl 

(m-2> 



JP 

MeO-lK 




001 



CI ^ 
( I a -7 ) 



l-V£n7n£>|,-8-?DD-6.7-l? 
7^*0- 1 , 4 - v fc Ko-4-**y-3 - 
*y "J V*jhKvI( 1-8 ) 1 8 0ig t 3 - > 
h ♦ i/ 7 5 / tf d ij y y ( I - l) 4 0 0 ig» D 
B U 0, 6 0 nl(7>il^^ ^ 7 t h - h 'J ^ 7 nil 

i ^na*ti. «E«ti u , &at*.*K * 

I » CH,Cl,TttWi" a ♦ fclffi 

ft A ffi I * EtOH/CH.Cl,* <b ntf£& I , S* 
1 59-1 5 rCOlttftC I a - 7 ) 7 8ag 

* n * . 

7c£##HI (X) : C, ( H, .N.O.FCl* It 
m&m ' C. 54.62: H.4.84: N.10.63: F. 4. 80 
s C.54.42: H.4.92: H.10.62: F. 5. 15 
I R (CHC1.) 3275. 1720, 1618. 1600 cm" 1 

1 - (2.4 -^7/U^P7x-=^)-6.8-^ 

7^^o-7-(3- / h^vrs^-i-ep 

ij tj =. A, ) - 4 - it Ar y - 3 - » y 'J V 3b /U * V 




(Ia-8) 



l-(2,4-i;n*D7*i/H-6,7,8 

- M)7^to-i,4-5?t 

- 3 - * ^ U V * # V B* C H - 3 ) 1 5 0ng v 
3-^ + '/7l^DiJV'V(I-2)4 00 
mg» DBU0.70 »1<7> IS 4fc fcT-feh-MjA- 



-433- 



m*i,s 8tfi*-c**ai,, CH,ci«-c«jttit * . toft 

*CH,Cl,/EtOH* t , 

■ A 2 0 4 - 1 0 5 tfl)Itt*C I a - 8 ) 
0 . 1 2 7 g * • 

Xfcfrtfte (X) s C.,H.,N,0 4 F 4 £ L-C 
S&fil i C. 55. 88; H.3.80; N.9.31; F.16.84 
Bttffi i C. 55.85; H.3.88: N.9.30: F.16.76 
I R (CRC1.) 3250. 1725. 1620 cm* 1 

<EIT*S) 



'31 HI¥1-100165'(8) 

1 - T - ^ - 6 - y fi, * u - 7 - ( 3 - > h 
3-^'JV^^vH(IH) 




1^5 (1-6) 
L — 1 ( I -4 ) 



DMSO 



( I e-9) 



1 - f-Jt^^-6.7-V'7/V^D-4-* + 
y-3 - W)V*^*VSC 1-4)1 6 2 mg. 

3 - > h*w*s£nijs;vCli-6)80m 



fcDMSOSmlkl&^U., 7 0*CX2a$ra^Hfe« 
•)»«.ft2 6 4 - 2 niCOltt»(Ii-9) 

7 i»g£ft*. * *i*fc*«ff:*« t , / * y - 

C I a - 9 ) 1 0 3mg*f*£. 
5c*#tf?te <%) ' C,,H,.N.0 4 FS£ IT 
H£M : C. 56. 85: H.4.02; N.10.47: F. 4. 73 
S. 7.99 

$R<! ! C.56.85; H.4.07: N.10.42; F. 5. 11 
S.8.05 
NMR (CF.COOH) (ppn) 

3.13 (2H. n). 3.63-4.05 <2H. m). 4.05 
(3H. s). 4.56-4.66 (2H. n). 6.63 (1H. 
dd). 7.22-7.73 <3R. a). 8.17 (1H. dd). 
9.15 (1H. s) 

l-r^-/l-6-7/l:fa-7-(3-t: K 

p * > sy~i-e > p';->'~/u)-4-?r»v 

- 3 - * y 2 V^^^V»(Ia-10) 




( I -7 ) 

l—J ( I -4 ) 

0 



HON? 



( I a-10) 



1 - f x z 4, - 6.7-*>'7>U^d - 4 - * * 
y - «jV*lUJi<vBK 1-4)1 4 • 0 mg, 

3 - t K n * V A S / e a ij i; v ( D - 7 ) 5 5 
ng^DMS0 6ill:t8M, 7 0'CT, 2 . 5 

fSJJn K£**«ff«ttSL, ^^y- 

^j5Ej*ltSfl«J^( I a-l 0)173igtdfc 
fcK, D M F* U XftMA 2 7 7 - 2 8 



-434- 



ftB3¥l-100165(9) 



0 *C <7> B ft & ( I a - 1 0 )<7>*§ift6 8 mg ft 

<fl(%) I C,.H,*N.04FSa: U 
Eftfl ■ C. 55.81: H.3.64; H.10.85: F. 4. 90 
S. 8.28 

•fc&ffi « C.55.56; H.3.84; N.10.90: F. 5. 00 
S. 8. 30 

C JUT** ) 



g lJft W 1 1 

1 - ( 4 - fc h' D ^ > 7 i - ) - 6-7A.^-o 

- 7 - ( 3 - > h * W W - 1 - en 'J ^-^ A>) 

1 1 ) 



( 1-5) 



( B-6) 



DMSO 



ch,onJ-^ 



coy* 



( I a-U) OH 



1 - ( 4 - t Kn*i/7*-JU)-6.7-^7 
I - 5 ) 1 3 9 Bgv 3 - > h + !/ -f $ ' tf o IJ •>* 



1-5)139 ug, S./hf'/n^o 1 )'; 
V ( | - 6 ) 7 1 mg£ D M S 0 4 mim^d* L , 7 

o 'ct 2 tflWjhUKUIttfcfT* * . «J£«l8L*:fc 
. / * y - ^-C&& I. ttllBl rag* ft * . Z 
DMF.t^«SAt^tf. 2 9 0 'C« 

J: <7> @ ft 4fc C I a - 1 1 ) 9 1 «B* ft * . 
3c*fr«« (X) : C,.H t .N,0*F* tt 
JItfffi ! C.60.15; H.4.54: N.10.52: F.4.76 
£IMS ; C 60.90: H.4.52; N. 10. 01 ; F. 4. 64 



g«W 1 2 

1 - ( 4 - fc h'o^yy x^^) - 6 - 

ill 



;xxy° " + 



( ffl-7) 



( 1-5) 



OB 



DMSO 



OH 
( I a-12) 



OOH 



1 - ( 4 - fc Kn*»>:7*-/U)-6.7-^7 

-435- 



*o-4-:r*V-3-*/'JV*/Us«VKCl 
- 5 ) 1 5 1 mg, 3 - t K a * «/ -f $ J \f a ij 
'/6 SigtDMSOSalCff^l, 7 0*CT2^ 

ftft L , BW4&Cla-12)189«gfcf*fc« 
K , DM F* fe*tt,ft*fT*V^ 2S0'C 
StiOCl8-12)39 mg* ft 5 . 
%5*#tfte (X) * 

C..H..H.O.F ( • 1H-.0) iU 
Safeffl : C 57.83I H.4.37; N. 10.12; F.4.57 
'M&<& ' C. 58.27; H.4.47; N, 10. 68 s F. 4. 64 
NMR (CFjCOOH) ppm 

3.31 (2H. o). 3.90 (2H. n). 4.91 (2H. m) 
6.53 (H. d), 7.28 (2H, d). 7.42 (2H. d) 
8.33 (1H. d), 9.10 (1H. a) 

C ) 



cn-6)i34og, s-zh + vn/tfoy 

•y v 8 4 *g£ D M S O 2 ■!£ **l v 7 0 - C T 2 

>*y-JU-Ci*#L* B»»(Ii-13)M 
2 ag * W fc tt K * DMF^feffllil^ffftVi, £> 
MA 2 5 9 - 2 6 1 *C «> B ft 4fr C I a - 1 3)7 
9 mg £ f# £> . 

3Cfcfrtfr<iI (X) « C.,H..N.0«F.* U T 
&26te : C.58.47; H.3.74: N.9.74; F.13.21 
Xflfttt : C.58.54? H.3.71; N.9.72; F.13.23 
NMR (d-DMSO) ppm 

3.08 (2H. ■ ). 3.79 (2R. ■). 4.13 (SR. s) 
4.53 <2H. ■). 6.33 (IH. d). 7.70-8.40 ( 
4H. o). 9.11 (1H. a) 

<&t&6) 



» IB ¥1-100165 (10) 

g g a 1 3 

1 - (2,4-y'7^^D7 t -^)-6-7^ 
^-Q-7-(3-> S * W S y - 1 - bfp'J g 
-ju)-4 -**y-3-*y 'J V » /U A V ft ( 
I a-13) 



0 




( I a-13) 



1 - (2.4-i;7^^n 7jt ^/u)-6.7-v? 

1 - (2.4-->'7^sr°7*~^) - 6 - 7 A- 

/I ) - 4 - * * V ~ 3 - * / 'P/j>^^Vtt( 
I a-14) 



0 




:ooh 



( I a-14) 



1 - (2.4-->*7/W^o7i-^)-6.7-v 
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1-100165 (11) 



Cn-8)ll6mg, 3 - fc K o * VT W If a 
U y v ( 1 - 7 ) 4 lmgtDMS 0 4nllC»A» 

& j£ 7 -fe hVTftj»ltBW*( I a - 1 
4 ) 9 9ng^f9 5. ;n^^-^^^»Sft 
Ct** ( a 2 6 0-2 6 2 *C O @ ft C I a - 1 
4 ) 7 8 rag £ ft 6 . 

5c*fr«tt (X) : C,.H,*H.0*F.* U-C 
W&® ' C.57.56; H.3.38: N.10.07: F. 13. 66 
#5ftfiS : C.57.33: H.3.46: N, 9.89: F,13.82 
NMR (d - DM S 0) PP« 

3.05 (2H. «). 3.85 <2H. m) . 4.47 <2H. o) 
6.33 (IH. d), 7.20-8.42 (4H. m). 9.11 ( 
1H. s) 



1 - .>^p^n^^-6-7/U^-P-7-(3 

»y - 3 - * j ') v t /i> ^ v Bi( I «~15) 



0 




6 ) 8 0 rag* D M S O 3 «1£ t , 7 0 *C "C 2 



-*«j»i:J:l)B»*( I a - 1 5 ) 9 3 mgfctt 

5c£#tf ffi<X):C,.Hi.N,0.F* t-C 
S£<i - C.60.16: H.5.05: N.ii.69; F, 5. 29 
Xttffi : C.60.20: H.5.09: N.11.73? F, 5. 55 

I R (Nujol) 1720. 1618 <O0) en* 1 



1 -*>?aypg/U - 8 - 7 /Ut p - 7 - ( 3 
- fc K o * * S J - 1 - ^ o U y = ± ) ~ * ~ 
* * y - 3 - ± I 'J v^^^vftd a-16) 



(1-7) 
DHS0 




l->^Dype/U-6.7-v?tKp-4- 
tty-3-*^')>J!f^3Kvi(I-7)n 
mg, + M Ptn"J';v(lI-7) 

2 4mgtD.MS02olt^tw7 0 'C T 2 8* fSJ fll » 



tfKm-100165 (12) 



ft K J: 0 I a - 1 6 ) 5 4 «g £ ft * . 

D M fe?J.te,&**Tfr #m& 2 9 0 -CJ&lJi 
OS«*( I i - i 6 ) 1 8 ng4r?9 * . 

xJRfttftii (X) i C,tH,.N.0 4 F* l-c 
SSfcffi : C.S9.12; H. 4. 6.75 K.12.17: F. 5. 50 
&5&flfi s C, 58.75 i H,4.81; N.12.09: F. 5. 48 
N M R { KaOD ) pptn 

1.36-1.76 (4H. m). 3.23 <2H. n). 3.70 <1H. 

d). 3.96 (2H. m>. 4.60 (2H, »). 7.16 (IH. 

t). 7.95 (1H. dd), 8.81 (1H. s) 



1-jc7-/1-8.8-^7**p-7-(3- 



( E-8) 
DBSO 



(H-6) 
00H 



I 

CH,(Mr C 2 H 8 
( I «-17) 



1 - .xf-^-6.7.8 - Mj7^*D-4-t 
*y-3-.*/9V»JK>i(I-8)l88 
»g. 3 - / h * «/ -( S -/ kT o U y v 7 0 nig* D M 
S02DiU»t t 1 0 0 , C-C2B*iaijta(l!Ultf t 

a. KEttfBlfctt, Ait* r * ► vTftfti, 



9W«J( I a - 1 7) 1 5 5 og£f» * . fe 

ff ISA tff*Vt»fl|j& 2 5 0 - 2 5 2 m COBftto 

(l8-17)90 B gifn. 

5c*#*rte (X) : C,tH.,N,0«F.£ It 
IS&i : C. 55.89: H.4.69: N.ll.50; F. 10.40 
^5fcf3 : C.56.05: H,4.67; N.11.44; F,10.47 

I R (Hujol) 1718, 1622 (C=0) en' 1 



1 ~x?-/i>-B,B-v7/u^-n-7-(3-t: 

y - 3 - ± y u »-i8) 



+ 



F c[h, 

{ II -8) 
DBSO 



-OH 

(1-7) 
OOfl 



Ho-r^ F C,H 5 



( I a-18) 



1 - x^/u - 6.7.8 - M)7^*d-4-^ 
*y-3 V>**#V»( I -8 ) 1 4 3 
mg, 3-tl?D*W Wtui) f ;>69 mg£ , 
DM S 0 4«n:»^^ 7 0'CT48$fRJ^j^«}$ 
ti. j(SE?«»lt, SW^(I>-18)13 
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ft BH ¥1-100165 (13) 



7 rog fc ft * . DMSO//^-^^^JSftL 
T # # .6 2 4 8-2 5 1 *C <7> S ft <fe C I a - 1 

8 ) 9 1 mg (9 2> • 

5u5R#tfffi (X) : C,.H,»N,0*F.£ U 

Bttfl C.54.70; H.4.30: N, 10, 63 : F.10.82 

^3&f£ • C.54.60: H.4.36: N.11.72: F. 10.76 

I R (Nujol) 1720. 1630 (C=0) cm' 1 

NMR (NaOD) pp«n 

1.85 (3H, t), 3.15 (2H, ro). 4.19 (2H, n) 
4.69 (2H. q). 4.78 (2H. a). 8.09 (1H. d) 
8. 74 (1H. s) 



a ) 1 -VgpypfcT/l- 6.8 - >' 7 /U * n - 
7 - ( 3 - < V f / t ^ V ^ A. ^ ^ ;u 7 $ y - 4 
-bKo»i/T$y-l-eo'Jy^^)-4- 
* * V - 3 - ± J r/UlVSd a-19) 



0 H H 
F\ rfJ ^A s >C00H HO-Nv vK-CbZ 

Xv + 

F A 

<«-!) 0 
( I a-19) 



- i ( 4-';fcKD-4-**y-s- + wv 

U*VlCl-l)0,a77|» 3 - < V 
^t + f /*/U*-/U7S/-4-k K o * V T t 
yeoiJ»;v(I-7)1.141|, DM F 2 
5 ml* * * ».* D B U 1 . 0 3 6 « ^Hi 

-c, i o o-c-c i tzmmw-tz* R««-k 

fciffiffgifeL, &7ffc*£fln*- * * 1*3 ft # # 8 + 

If, ftfc A 1 80-1 8 2 'CO@Wfe(I a - 1 9) 
1 . 0 9 6 g * » 4 • 
xJKfrtfffi (%) i C,.H, t H 4 0,F.i It 
Sttffi i C.58.36; H.4.70: N.10.89: F. 7. 39 
XI* fit • C.58.31; H. 4.78: N.10.75: F. 7. 20 
I R (Nujol) 1630. 1705. 1720 cm-* 

C ) 



b) 1 - > 0 a 7* a g /U - 6 . 8 - >' 7 /I * n - 
7-(3-7W-4-tKP*>7W-l- 
t^pV'>'~^)-4-^»y-3-»/ l JV^^ 



0 




( Ib-3) 



Xffitfl 1 9 btlizit&toi \ a - 1 9) 

5 4 6 mg£ 1 9 #HBr/AcOH& 5 al£ ft *. X % £ 
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7*T*ft+a. tfffi bfctei&£fci& L-C, DM 
SO-/<^-^J:i)M»Sfttni^»^2 1 8 
- 2 2 0 'C(OSttfe(Ib-3)175agH» 
5 . 

(X) ' 

CfHi.N.O^F, • 0.3H.O £ IT 
m&fa • C. 52.93; H.4.86: N.14.52; F. 9. 85 
£fft(I : C. 52.94: H.4.89: N.14.38: F. 9. 67 
I R <Nujol) 1465. 1620 cm" 5 



»B8¥1-1001B5 (14) 

***** 

A. B. C DttiaT^^tS^^Sbt, 

a i nay k^iks 

(Staphylococcus aureus SMITH ) 
B ' ft & * K 9 * ■ 

(Staphylococcus aureus SR77) 

C : 

(Escherichia coli EC-14) 
D : *J»« 

(Escherichia coli SR377 (R>) 



ft 1 





ft** WEikftft Ug/«1> 


A 


B 


C 


D 


i a-2 


0.05 


0.05 


0.2 


0.39 


I a-3 


0.05 


0.1 


0.39 


0.78 


I a-7 


0.0125 


0.025 


0.2 


0.39 


I a-13 


0.025 


0.05 


0.39 


0.78 


I a-15 


0.025 


0.05 


0.2 


0. 39 


I a-16 


S 0.05 


£ 0. OS 


0.1 


0.2 



ft S A J*fflft-f~ 



1 
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